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N- (arylmethoxycarbonyl) - and N- (arylmethylaminocarbonyl ) piperidines I [Rl 
= alkyl, (un) substituted hydroxy, mercapto, carbonyl, sulfinyl, sulfonyl, 
R11R12N; R2 = H, halogen, (un) substituted hydroxy, amino, alkyl, or 
carbonyl group; R3, R4 = H, (un) substituted alkyl; Rll, R12 = H, 
(un) substituted carbonyl, sulfonyl, alkyl, heterocyclyl (containing 1-4 
nitrogen, oxygen, or sulfur atoms); R11R12N may form an (un) substituted 
heterocyclyl moiety from the list of piperidinyl, hexahydroazepinyl , 
pyrrolidinyl , imidazolidinyl , hexahydropyr imidinyl , thiazolidinyl , 
morpholinyl, triazolyl, tetrazolyl, purinyl; Z = 0, NR3 ; both of the 
explicit Ph rings may be substituted] such as II are prepared as tachykinin 
receptor antagonists (and particularly substance P receptor antagonists) 
for the treatment of inflammation, allergies, pain, nausea, central 
nervous system and digestive diseases, and urinary and immune disorders. 
Addition of 4-f luoro-2-methylphenylmagnesium bromide to 4-methoxypyridine 
followed by acylation with benzyloxycarbonyl chloride, reduction of the 
dihydropiperidone with zinc and acetic acid, protection of the ketone as 
the di-Me acetal, reduction of the benzyloxycarbonyl group with hydrogen in 
the presence of palladium on carbon, addition of 3, 5- (F3C) 2C6H3CH2NHMe to 
1 , 1 ' -carbonylimidazole followed by addition of the piperidine, acid cleavage 
of the acetal, and reduction of the ketone, gives a mixture of the racemic 
piperidinols II (R5 = H, HO; R6 = HO, H) . Approx. 500 example compds . are 
prepared (no biol. data). 

578710- 93-7P 578710-95-9P 578710-97-1P 

578711- 15-6P 578711-17-8P 578711-24-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(title compound; preparation of N- (arylmethoxycarbonyl ) - and 
N- (arylmethylaminocarbonyl) piperidines as substance P receptor 
antagonists for the treatment of inflammation and conditions such as 
urinary disorders) 
578710-93-7 CAPLUS 



CN 1-Piperidinecarboxamide, N- [ ( 1R) -1- [3 , 5-bis (trif luoromethyl ) phenyl ] ethyl ] - 
4- (dimethyl amino) -2- ( 4-f luoro-2-methylphenyl ) -N-methyl-, 
monohydrochloride, (2R,4R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 

RN 578710-95-9 CAPLUS 

CN 1-Piperidinecarboxamide, N-[(lR)-l-[3, 5-bis (trif luoromethyl ) phenyl] ethyl] - 
4- (dimethylamino) -2- ( 4-f luoro-2-methylphenyl) -N-methyl-, 
monohydrochloride, (2R,4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F 




• HC1 

RN 578710-97-1 CAPLUS 

CN 1-Piperidinecarboxamide, N- [ [3, 5-bis (trif luoromethyl ) phenyl ] methyl ] -4- 

(dimethylamino) -2- ( 4-f luoro-2-methylphenyl) -N-methyl-, monohydrochloride, 
(2R,4R)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




• HC1 



CF3 



RN 578711-15-6 CAPLUS 

CN 1-Piperidinecarboxamide, N- [ (1R) -1- [3, 5-bis (tr if luoromethyl ) phenyl ] ethyl] - 
2- ( 4-f luoro-2-methylphenyl ) -N-methyl-4- ( methyl amino ) -, monohydrochloride, 
(2R,4R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F 




• HC1 

RN 578711-17-8 CAPLUS 

CN 1-Piperidinecarboxamide, N- [ (1R) -1- [3, 5-bis (trif luoromethyl ) phenyl ] ethyl] - 
2- ( 4-f luoro-2-methylphenyl ) -N-methyl-4- (methylamino ) -, monohydrochloride, 
(2R,4S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



0 Me 



MeNH 




CF 3 



• HCl 



RN 578711-24-7 CAPLUS 

CN 1-Piperidinecarboxamide, 4-amino-N- [ [3, 5-bis (tr if luoromethyl ) phenyl ] methyl 
] -2- ( 4-f luoro-2-methylphenyl ) -N-methyl-, monohydrochloride, (2R, 4R) -rel- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 




• HCl 



CF 3 



